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(54)TWe: BENZIMIDAZOLE COMPOUNDS 
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(57) Abstract 

Benzimidazole compounds represented by general formula (IA) and analogs thereof, wherein Y represents a single bond or sulfur; Z 
represents oxygen, sulfur or N-R 4 ; R l and R 2 independently represent each hydrogen, halogeno, aikyl, etc.; R 3 and R 4 independently 
represent each hydrogen, alkyl, acyl, etc.; n and m independently represent each an integer of 1, 2 or 3; and L represents a linking group 
such as C2. l2 alkylene or alkylene containing one or more phenylene groups or ether groups. The compounds are useful as the active 
ingredient of drugs such as a preventive or remedy for hyperlipemia or arterial sclerosis. 
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g fc5.6-5>*no-2- 0 .22 g J:9*K{fc£tt 

0.39 g (a^xf-^-^nn^UAj:*^*?) . 

HA 287-230 V 

TcSffl-ff C 20 H 20 II 4 S 2 C1 2 ^ LT 
HIM: C,53.21;H,4.47;N.12.41 (I) 
gfltt: C 53. 07 ; H, 4. 22 ; N, 12. 12 (X) 

0>JA15:8-(2 , -'<>7>f HrV4A,**) *9f-A,7a-*4 k®#& 

«A1 £B«icl,T2-^U*7hA;>y,f l, 5 gM. 8- v7o ? 

*>13.6 gJ:t)XCftM 2.6 g£#fc (ftKx^;U-^+*>«k 9A|f) • 

0>jA16: l-(2'-(5',6'- ^dd</h i ?>Af /U)-^:t)-8-(2"-K> Vf J ^ 
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«»JA2<!:^fl|(:LT8-(2 , -<>7i' i ^TV^f-*) t^f^rov-f K 0.37 
g £5,6-i>?n D -2- *>74 » 0.22 g <fc ^ISfl:^ 

0.36 g mtz (x^y-;b-7Kctf) B B B tir) 0 

K£ 176-178 °C 



7t1%ft$T C 22 H 24 N 4 S 2 C1 21 !: LT 
ff-»H : C.55.11 ;H,5.05;N.11.69 «) 
*SIJH : C. 54. 98 ; H, 4. 88 ; N, 11.43 (X) 

0JA17: l-(2'-(5 , .6'- f J9uv«y»J4 ; ?V4 ^)-f-*)-5-(2"-(5'-^ f-;l"< 
>74 S ?W;U)-f-:fr) (ft^jjAU) 
0JA2 ilRM»CUT5-(2 , -(5 , -^f-;l/^>7-f $ AO-*-*) 

K 0.32 g <h 5,6- y ;|/£7° h^>7^ $ ^7-;U 0.24 g J; 0 

«Efll*ft 0.32 g «•?»*: ( 7 -tr h — h 'J ;b J; 0 m^t) , 
H£ 161-165 t 
^^•^r C 20 H 20 N 4 S 2 C1 2 <»: LT 

C 53. 21 ; H, 4. 47 ; N, 12.41 ( X) 
gfllltt : C. 53. 10 ; H, 4. 29 ; N, 12. 21 ( X) 

0JA18 : \-(2'-ti',b'- y^DoO-M ; V TV ^)-^*)-5-(2 B -C5", 6"- v 
^;K>7^ i yVjfr)-?*) «fc£&A15) 

0JA 1 tmniXZ-* i?/*)K>>y4 5.34 g 

fcl,5-v?7*o*^>*> 34.5 g fr*5-(2'-<5 , ,6'- S> * f-.^>7-f ; ^-/>f ;U) 
7*o^ K 6.6g£|#/c 0 fl^iH^KLTS-^-tf*, 
6'- ^yf-;K>7>r ^>Wo7^ K 0.65 g 

dd-2- tfrUzTh- twnyy-A, 0.44 g J:f)*Efl:^«J 0.72 g 
(7-fe h_ h 'J^iOfiff) o 

HjA 171-173 t 

7C^tff C 91 H 99 N.S 9 Cl 0 t Ut 
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fUHI: C.54. 19; H. 4.76 ; N. 12.04 (SS) 
gfflffi: C 54.03 ; H.4.57 ; N.12.11 (Si) 

#JA19 : l-(2'-(5'-^nD-6'-h 'J 7;l/tn^f-;K>7^ • AO-f-*)- 

flA2£Ht|CLT5-(2 , -''<>y<(' $ yV4fr**) K><f-)\,fw< Y 0.3 
g^-?Dn-2- /;U^7°h-6- h 'J 7^0^^/'^ i ^7-;U 0.26 
g <k <0 &U1t&%S 0. 29 g %ntz (9.y?X«), 

0JA2O: l-(2 , -(5'->7y<>7<' 5 ^V^^)-f-*)-5-(2'-^>«v-f i?V4* 
^JA2i^|-LT5-(2 , -<>7^ i <s + )l7'w?J K 0.3 

gi5-x7y-2- y **7h/07-r = o.i6 g «k*)*cfk#« 0.22 

g *Hfc (Sfixf;i,-7t hi h «J;UJ;f) B B B «r) , 
M£ 152-154 °C 
7C*4Hlf C 20 H ig N 5 S 2 i LT 
fMMt: C. 61. 04 : H. 5. 22 ; N. 17.80 (58) 
*M: C 59.96;H,5.10:N,17.64 (SS) 

0JA21 : 4-(2 , -^>7'f i ?Vj )\,+*) yf;^ D ^ K®6ft 

«A 1 <t^Hi:LT2-^;^7h-s> 7^ 5?7-;U 6. 2 gtl, 4-? n d7'd* 
7* > 10. 3 g <fc (5 £Efc£tt 6 gfcfcfc (9 7 ntt), 

« A 22 : l-(2 ' -(5 ' - * * )l"< > 7 -f i y •/ >f ;u)-* * )- 4 - (2 '• - a; > y ^ s ^ ./ ^ & 
f-*) 79 > (ffc-fr«Al8) ®&Jj5c 

WA2tH*i:LT4-(2 , -'<>7-f S y/4A,+*) T^^ow K0.33 g 
«t 5- y * ;U-2- y ;U * 7 h > 7 • * V - ;u 0. 24 g J: *) mM&% 0. 09 g 

Hjft 204-206 t 
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7C*fl*f C ig H 20 N 4 S 2 tlT 
tHW: C, 61. 92 : H. 5- 47 ; N, 15. 21 (S0 
mm: C, 61. 78 : H. 5.34 ; N, 15. 10 (» 

0JA23 : l-(2'-(5'-^^;K>7^ i ?V4 )V)-**)S-(2"-Ov<( I ?V4)l 

0JA2 t^(CLT6-(2'-'<>7'f J y>/-f;i/f-^) /\*->;U7'o-?>r K 0.31 
g £5-;»f-*-2- ^>»y-f ; 0.16 g J: 0 £i£{fc&$ 0. 

33 g (ftlifjl/iOfttf) „ 
■£ 202-204 °C 
TcH^tfr C 21 H 24 N 4 S 2 tlx 
fttHI : C, 63. 60 ; H, 6. 16 ; N, 14. 13 (« 
mm: C,63.42 ;H,6.09; N.14.01 «) 

0JA24 : \-i2' ; ? W M-f-tht-Q'-OVJ = ^V-Ob 
**) (ft&$A20) 

0JA2 tWttCLt8-(Z'-^>7-f iyv<tfr**) tl + hTu^l K 0.37 
g <b5-y ^^-2- ^ft^h- *>y<f ? 0.16 g J: 9 S£ff:6tt 0. 

36 g (»»xf-;u-^+-t>j;OAtf) . 

Mj& 101-103 t 

7G*#flr C 23 H 28 N 4 S 2 ^ LT 
iMIfi: C,65.05 ;H,6.65;N,13.20 «) 
ftmtt: C.64.87 ; H.6.41 ; N, 13.34 «) 

#JA25 : 2-(2-(2-p- HUx>x;u*xrt,:t*y)-x h*->)-xf-n> y^^y^^ 
7-f ; ?V-)Ub£& 

HW^K>7-f^-/-A 3.1 gi^x^u>/'J a-*. -;-p- 

r 8.3 g£7-fe h- h y*tT 18 WUnKHlU, SETgl^iU:ii: 

•> 'J # f)lij 7A?D7 h -C^flU LT«Cffc^«| 2. 4 g£f#fc I7»n«) 0 
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^JA26:2-(2-(2-(2 , -(5 , -^^/K>7'f • ^/-M-ft)-x|. + -»-if W 
IMj-fYK's-VJ (ft^A21) 

0JA 1 1 LT2-(2-(2-p- MH>^;b*zj^ + y!-xh + -»-xf;i/ 
/l/^h^vyf = ^v-yu 0.38 g t2-/ frtif h-5- ^/K>7-f ; yy- 
* 0.17 g ±*)mmt&®} 0.21 g 

H& 130-131 

7C*^«f c i9 H 20 N 4 OS 2 <t LT 
MMI : C, 59. 35 ; H, 4. 96 ; N, 14. 57 (*) 
mmm-. C, 59. 12 : H, 4- 72 ; N, 14. 32 (*) 

#JA27:2-(2-(2-(2-p- hH^WxAt+y)-i^y)-i ^»_ xf . ;U 

2-y^*^K>7-f ;^/-;U 3.1 gtMJxf^/ijn-;!,. y- p - h .> 
U-h 9.6g*7-frh:=.hij*+T 18 ftKtoftklttL*:. «ET»»*«*Lfc 
»l=->»J*^*7A^D-7h-c^ttUT«E{t^» 3.3 g£f#/c 

^JA28 : 2-(2-(2-(2-(2'-(5'- i *)l>Oyj I />/-;b)-f t)-x h 
^JO-x^M/U^h^^M = ^»/_^ (fb^A22) 

ft A 1 1 ft«i: L T2-(2-(2-(2-p- h /Ux > 7. >^-,Vir ty)-x^.»-^ 
+ y)-xf;^ W yK>7^n-^ 0.43 g tl-i Jlij~f h-5- y*** 
0.17 g «kO*C{k#«) 0.33 g 
il* 119-122 T 
5c*^*r C 21 H 24 N 4 0 2 S 2 i LT 
fUMI : C, 58. 85 ; H, 5. 64 ; N, 13. 08 (%) 
mm : C, 58. 59 ; H, 5. 45 ; N, 12. 89 «) 

0JA29: l-{2'-(\'-/^)l-b'-^)l7)i7 7 ^^j\,K;-y4 ■ + 

-5-(2"-^>7^ i yv<au*t) Ksts «t^A23) ©£$ 
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0JA2 tMUlZlTS-ir-OVJ ; ^>f^7'o?^ K 0.3 

gtl-t Y-\- t^ti-i- / 7 zj jiKyyj i y^f-n o. 26 

g J: 9^f£ft£*8l 0.22 g ttntz mm^tl- 7-fe hx h U ;UJ; % B H #r) 0 

MA 139-140 t 

tg3?##t c 2i H 25 N 5°2 S 3 4 tT 
ffffffl : C 53. 03 ; H, 5. 30 ; N, 14. 73 (X) 
ftfltt : C, 52. 92 ; H, 5. 13 ; N, 14. 61 (X) 

-5-(2"-(l- -fviit-Jl) l?V4)\>)-+t) Ut&fom) * 

1- (2'-(l'-y ^ ;u-5'-^^ ;i/x;U7 7 ; e^;i"\> , y^ /U)-f-*)-5-(2" 
-^>7-f 5 Ml***) 0. 1 g^y^f/l,7th7; K 0.3 ml ,7 
■feh-MJA* 0.5 ml fcck^h'Jx^^Ti > 0. 1 ml ©ZI-^KigjgU 45X:t 
^ dW - j|/ ^^ K 0.04 ml£$-,< 0<k»Uc o 4.5 8f?mWltz'&Kfr 

0.04 g £?#fc 0 
MA 91-93 X 

S*^*f C 24 H 29 N 5°3 S 3 * LT 
WML : C, 54. 21 ; H, 5. 50 ; N, 13. 17 (X) 
&M: C.54.11;H,5.32;N,13.02 (X) 

AJA31 : 6 -(2-<>7-f i *7o>8zf;^^U 

2- ^;U*7 , h^>7^ i ^-/-n, 6.3 g<t6-7n^:fn;/i? 7.8 g£x? y- 

* 35 muzmmvxmmmmmuzo si&«c**id*.t, mi- h 

11.2g**fc. 
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0IA32 : 2-C5-C2'- l?>/<< ilf-t) OTJD-Ky v4 \ ?v'-/i (ft 

^A27) 

6-(2- <OV<iyV-j\,*t) ^D>|if;i 0.88 g io-7x^^y 7 
i > 0.34 g £z|i£g£ 1 nl £* 2 nl Kj&jflU m%mT?2titmtinmmi 

ft 0.88 g 
Si* 313-316 X 
jtnfrVr C 19 H 20 N 4 St LT 

C, 67. 82 : H, 5. 99 : N. 16. 66 (Jt) 
mm : C, 67. 65 ; H, 5. 72 ; N, 16. 52 (X) 

0JA33 : l-7n t°*^;U-2-(5-(2'-(l- 7°n ^ ;K>7>f i ^Af 
'Of-;i0-'O7 4 (ft^ A 24) o-frlA 

^JA30t^i:LT2-(5-(2*- O74 ; ?yyn^*) *>**)-'0"y<r i 

0.2 g* 0.17 g *f*fc 0 

MA 142-145 °C 
TbXfrVr C 25 H 28 N 4°2 Si LT 
MMI: C.66.93;H,6.29;N,12.49 (X) 
C. 66. 76 : H. 6. 11 ; N. 12. 22 (Jt) 

0HA34: l-^^^-2-(5-(2 , -(l- i 7 4 i?>/4 

OVJ i (ffc£ftA26) ®#Jj!c 

2-C5-C2*- <>7^ -^WK/yf^ 1 /^ 0.2 g^v 

/f^7^M7; K 2 ml KjgflSU tt»*'J*A 0.18 g tmU*)l< 0.3 

fco Mffi^*K***U7HrhihiJ*J:»)JI*fLT«Eft*« 0.03 

g *»fco 
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MA 118-120 °C 
5tl§ft#r C 21 H 24 N 4 S<h IT 
MMt: C.69.19 ; H, 6.64 ; N.15. 31 (X) 
: C. 69. 03 ; H.6.41 ; N. 15. 23 (SO 

#IJA35 : 2-C5-C2*- f- *)-5. 6- v' 7 -f i 

«A32tei«CLT6-(2- <>7f ^D>iif;l/ 0.88 

g t4,5-v?yf-;l/-o- 7x-l>VTiy 0.43 g 4^&*Cifc^tt 0.70 g £?# 
fc (ft|xf;|/-7-b h - h U;l/<fc<9 B B H «f) 0 
M.£ 211-214 V 
7C*^«r C 21 H 24 N 4 S<!: LT 
ft-SMI : C.69.19 ; H, 6.64 ; N, 15-31 (X) 
gfltt : C69.ll ; H.6.48 ; N, 15. 12 (X) 

0tJA36:2-(5-(2'- t>fW-5,fi-/?DD<>7^ i 

^7-* «b^»A28) 

MA32^nf|i: LT6-(2- <>7-f i yv-frft) ij-fu >$x?-;u o. 88 
g £4.5-^dd-o- 7xi|/>v7i> 0.56 g tfri&Rit&k 0. 93 g 
(ft|if^-7t h- h 'J ^ J; 0 B B H #f) o 
MA 194-196 °C 
7t;?i!#tff C ig H 18 N 4 SCl 2 fc LT 
ff»tt : C, 56. 30 ; H. 4. 48 : N, 13. 83 (X) 
Sfltt : C, 56. 24 ; H. 4. 37 ; N, 13. 69 (X) 

0JA37:2-(5-(2'- ^/M-^Wt) h o^>7>f J ^«/- 

* (ft#fcA29) 

^)A32i:^#i: LT6-C2- 'O'H i ^V-Jli-t) ^~fu >g&x^;b o. 88 
g £4--hn-o- 7x-b>-^7; > 0.48 g <tfr*S£fc£ft 0.50 g (ft 
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I* 184-185 *C 
jvMftft C l9 H ig N 5 0 2 S<!: LT 

tWtt : C 59. 82 ; H, 5. 02 ; N, 18. 36 (X) 

mm: C 59.59 ;H.4.98;N.18.44 (X) 

WA38:2-(7-(2'- <>y-f i ?VJ )\,*lt) ^^f-^)-^>-y-f i (it 
£fcA3l) 0#ft 

WAMtm$lKlT2-* K/y^ *?V-;l> 3. 1 g<t8-7'n t^-^ ^ > 
• 4 46 S t*68-(2- "C>7-f i 6.4 g£|frt: 0 

*»:WA32tH«ICLT8-(2- <>7-f ^ ^/-yl,**) **?>$x*;u 0.96 
g to-7i-U>^7;> 0.34 g tfrS>&R{t&t! 0.70 g *ftfc 0 

263-264 °C 
TC^tff C 2l H 24 N 4 St LT 
WMt : C 69. 19 ; H. 6. 64 ; N, 15. 37 (X) 
mm: C, 69. 03 ; H. 6-48 ; N, 15. 21 (» 

fl»JA39:2-(ll-(2'-<>7-r -)>fy^H>7^^'/-* (ft 

£%A32) 

WA31iH*ICLT2-y;l/*7 , h^>7-(' i ^7-;l/ 3.1 gi 12-7n* Fr* 
5.3 g£fr$>12-(2-<>7^ iyV-J^-t) Kr*>»x*/u 6.4 g£fcfc 0 
*K«A32iHailwLTll-(2-'<>7'f i *) Kr*>»xf-;i/ 1.13 

g io-7x-V>^7;> 0.34 g &*&£E4tett 0.70 g *$fc 0 

206-208 °C 
7~cl?##r C 25 H 32 N 4 Si LT 

C. 71. 39 : H. 7. 67 ; N. 13. 32 (X) 
Mam: C. 71. 22 ; H. 7.41 ; N. 13. 19 (X) 

0JA4O: l-(2'-<>"M iW4 )\,**)-5-(2"-<>>/*tVJ >l>?t) 
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«fc£&A33) ©£j£ 

0JA2 £|^UlLT5-(2'-'0 7-r J ?V <( ^>f;i/ 7 'n7^ K 0.3 

g£2-/**7h«*>'/f-7'/-/l/ 0.17 g «kU3EE^« 0.2 (7-t 
h-h U*.fc *)*#?) o 
HA 124-125 = C 
jftE3Mfr C 19 H ig N 3 S 3 <fc L/T 

C. 59. 19; H. 4.97; N, 10.90 (SO 
mm : C 59. 31 ; H, 4. 75 ; N, 10. 70 (X) 
H«ClTfc£ttA36*£fcLfc, 

0JA41 : l-tt'-Oy-f = y'/-f*ft)-5-(2 , -(5*-?DD'<>'/f7 t /'f;l/)- 

0JA2 if^Htr L,T5-(2'-^>7>f i ^VV^-ftf) ^ >f; ^ D7/f K q 3 

gi5-^nD-2- *W7hK>V*TV-Jl, 0.20 g «fc*)5BE<fc£tt 0.38 g 
(7-tr h i h 'J ;l/ i *) Aft) 0 

HA 125-127 °C 

7C*^*f C ig H 18 N 3 S 3 Cl <t LX 

IWI : C, 54. 33 ; H, 4. 32 ; M, 10. 01 «) 

mm: C.54. 11 ;H,4.12;N,10.12 (%) 

m A42 : H2' > 7 -f iy>/J )\,+ *)-5-(2"-(6"-i h * vK y V**V4 ;U) 
(ft£i&A35) ©£)& 
0»A2 &n£i: ITW-OVJ iyVjJl+t) ^>f;^D7^ F 0.3 
gt6-i h*i/-2- M*^K>-/f7'/-A. 0.21 g J:QSGft:*ft 0.38 
g (7-b h — h 'J /I/ J; 0*«f) 0 

HA 122-124 1C 
7C*5"«f C 21 H 23 N 3 OS 3 i: IT 
WW : C, 58. 71 ; H, 5. 40 ; N, 9. 78 (%) 
mm : C 58. 54 ; H. 5. 32 ; N, 9. 65 (58) 
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0JA43 : l-Q'-'OV-r i fr1-t)-5-(2 m -1>V*W/4 to* t) 
> (ffc£$A37) 

0jA 2 <!:^^ICLT5-(2'-^>7'f = ^74 /U^tf) ^>^;b 7*0-7 -f K 0.3 
gt2-//U* 7° 7**tf7-/l/ 0.15 g J;»)lEEft^ft 0.1 g£f§fc (7 
■feh-M;l/.fc»)ft*f) o 
128-130 1C 
TC^tfr C 19 H ig N 3 OS 2 <»: IT 
tUM : C, 61. 76 ; H, 5. 18 ; N, 11.38 (X) 
HflOtt: C61.49;H.5.02;N, 11.21 (X) 
I: L T ft<frtt A 38 L fc . 

0IA44 : H2'-^7^ ? ^7>f t)-5-(2"-(5"-7 x^;K > '/t+t '/>f M 
(fb£$iA39) ©£j£ 
#JA2 tff1i<:L/T5-(2'-<>7'r = ^7* <>?)l7uv< K 0.3 

gt2-/ ivijzr h-5- 7x-M>v't+f/-A 0.23 g .kO&Efcfrtt 0.2 
g**§fc (ft»xf;i,-7t h~ h »J;UJ:9fi0r) o 
Hi* 100-102 V 
Tmfttt C 25 H 23 N 3 OS 2 <!: IT 
WML : C, 67. 38 ; H, 5. 20 ; N, 9. 43 (JO 
mm : C. 67. 45 ; H, 5. 08 ; N, 9. 23 (%) 

MB l : l-(2'-OX4 ; *)-5-(2'W ; ¥*/4b**) (ft 

£ttB l) ©£j£ 

5-(2*-^>X^ nrvjJU**') *>*A,7ni4 K 0.30 g £2-^*77 h-f 
?^7-/U 0.10 g 3 ml £88 U C©fg$|: h 'Jx^;uy= > 

0. 16 rnisM lt 7 ^Hitinih*»Lfc. fc*pa, Etmm&miti- h y * zwjqg 

&T**nU fflBl/*:»«tt*»»xf-AT«iiatfc. *ft««ET*||*9* 
L/cil, 7* h- h 'J;Ufr£fitlrLT£E§Wtt 0.23 g *#fc e 
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HA 101-104 °C 

7c£#0f C l5 H lg N 4 S 2 tlx 
ff-gH : C 56. 57 ; H, 5. 70 ; N, 17. 60 (X) 
Mm : C, 56. 43 ; H. 5. 61 ; N. 17. 66 00 

0JB 2 

ftl 



# HA dC) HA (°C) 



ft^ttB 2 


57- 58 


<b£$B31 


94- 95 


ft4ttB 4 


133-135 


ft#&B82 


102-103 


fc**B 5 


150-152 


<fc£$lB36 ' 


145-147 


ft**B6 


82- 83 


ft£*B37 


121-123 


fc£$B7 


100-102 


ftMlB38 


108-110 


ft^ttB 8 


108-110 


ft^«B39 


149-152 


ft^ttB 9 


130-133 


ffc£$B40 


108-110 


fb-frHlBlO 


119-120 


ft^ttB41 


79- 80 




48- 49 


ft-fr«B42 


84- 85 




84- 85 


ft#*B49 


102-103 




148-149 


<b£$fB50 


75- 77 




254-256 




88- 89 


fls£f&lBl5 


89- 91 


ffc£^B52 


120-123 


ft^B16 


82- 83 


fta«B53 


125-127 


<fc^ftB17 


182-183 


fk^*B54 


135-137 


ft^«B18 


79- 81 


fb£®B56 


102-104 




96- 98 


ft^*B57 


106-107 
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89- 91 




170-172 


ft^«B22 


127-128 


<t£fe)B59 


174-177 




132-134 


-ffc-A-fe B fin 


1 fiK-1 fiQ 
10D luo 


ffc£«B25 


76- 77 


ffc^ttB61 


152-154 


ft£«26 


141-143 


{fc£teB62 


130-132 


ft^*»B27 


122-124 


<fc£ttB63 


125-126 




107-109 


<L£tlB66 


129-131 




98-101 







#JB 3 

«B2 4H»CLT, <fc^B3, fk^B2K fc£<»B23, fe£*iB2k <fc£ 
%B33, ft£&B35> &tffc£ttB55*ft|:Lfc. :n60ft*»l4^fftfej|« 

)I'-^DD*AA) -CflHULfco 

0JB4 :5-(2'-t 1 'jv;i,ft) ^>f^u7^f K ■ ">-f Ko7'nW K©£$ 
2-y;^^ht°>;y> 5.55 g t 1.5- ^dK>?> 68.7 g i^x^y- 

* 40 BlCflWU 9OTD«i^t/c 0 «ETgtt*9* ltz'&, iMMx 

50 Bit's** > 50 ml-W vxx h L8en:^tt»12 g*17E?fet tTf# 

/Co 

0JB5 :l-(2'-C5'-y h*v<>X>f J ^/^;U)-5-(2"- t c -J v;U*t) ^>*> 
(ffc£#lB34) ©£j& 

5-(2'-h°>j y;U**) ^>f;l<7D7^ K-^-f Fd/d?^ K 0.37 g t5- 

* h + -2-y**^h^>X-f S^-Z-A, 0.58 g *x*y-ju 3 ml , :jW | L 
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3 g*«itt«jt LT»fc 0 

0HB6 :6-(2- I? 'J v^U**) *7D>gxf;|/©^ 
. 2-> 7* Mf U y> 5.84 g t 6- 7'n**7o>i> 9.75 g £x* ;-)\, 

ElWtt 13.6 g 

6-(2- t°'J *^o>8xf* 2.5gt 0- 7ixi/>i>7 5 > 1.1 

g££&8 3.3 nil fc* 7 ml KJgtfU gft^T^O^iMift Lfc 0 ft 

*n iSHS&x »«*ftilxf-^-7-bhxf'J^&*tfLT3EISite« 1.54 

g 

Hjft 135-136 °C 

TtmftVr c 16 h 19 n 3 s 2 tlx 

H-^H : C, 67. 33 : H. 6. 71 ; N, 14. 73 (%) 
mm : C. 67. 25 ; H, 6. 62 ; N, 14. 59 (%) 

0IB8 

«B5-RWWB6tH«i:LTHTo«2ofl;*«^jRLfc 0 5$® 
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M£ (°C) 




122-125 


ft^B46 


112-114 


{fc£%B47 


99-101 


ft£$jB48 


88- 90 



0JB9 :5-(2'-(r-y^;UA;>x^ i^>/-f;U)-f-t)-l-(2"-t c 'Jv7Uf-t) ^> 

5-(2'-'<>X>f;y7'^^tH-(2"-fijyWt) ^>*> (ft^B30) 
0.33 g£v^;l/*/UA7$ K 2.2 ml cfctfu ^ffc^U 0.17 g 
*'J-7A 0.27 g ^^T40 o CT3B#P^t^ o Rj^**K*ljTl»x** 

7 7<r- (IW:S|if^-^ D *AA) -CftSLT^eiWtt 0. 3 g 

WB10 : 5-(2'-(l'-7°n t°^-;U^>xV = ;l/)-f-*)-l-(2"-t'y i?;k?-*) 
(ft£^B65) 

5-(2 , -<>X^^«/^Pft)-l-(2'-if.jj;^t) <o*> (ftftttBSO) 
0.33g**y**7-bh75 K 1.0 ml , 7*Y-h»j], 1.5 ml fc«fctf HJx* 
>l/7; > 0.3 ml OftftttCttfllU C O^i;50tT7°D tf*^;l? o 5 4 K 

o.i2«i**o< oi«aoufc 0 svivmt^ fiaa**c*ttTi»x^ 

WtT*EBW« 0.23 g *f*fc„ 
»£. 54-55 °C 
Ttmftifc C 9 „H 9Q N tt 0S„t IT 
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fH*tt: C 62.30 ;H,6.01 ;N,10.90 (30 
mm : C, 62. 18 ; H, 5. 92 ; N, 10. 78 (X) 

0JB11 : 2-(2-(2-p- h;l/x>x;U7 t^.;Ut+->)-x h + v)-x^;M )lij?h< 
(9 7? 7ft) o 

0JB12 : 2-(2-(2-(2'-t°'J v/l^*)-x h + y)-xf;M^7h^x^ ; 
>l> (tt£feB67) 0£j8 

#1 A 1 t LT2-(2-(2-p- h ^x > x;U7 * x;P;j-* <»- x h * ->)-x*/U 
^l^T'h'OxV 0.27 g t2-/)l<*7he<) i?> 0.10 g fr£*E 

0.21 g *tt«*4LTf|fc. »WII»4S/U*y^^n-7h^7 7«f- (ft 

: 2-C2-C2-C2-P- h/H>^7*iW+v)-x^v)-x h + y)-xf 
>M ;l/*7 K>X^ = ^"/-^©-g-filc 

3.1 gihUxf-uvyya-ip.y -p_ hi/ 

I'-h 9.6 g^T-fehxh-j^T-lS^ftlil^Lfcc «E-C*jK***Lfc« 

i:-/'J*W7A?D7 ^7 7^-T'^KLTSffig^ 3-3 g£*#£ (9 7 

o 

0JB14 : 2-(2-(2-(2-(2'- t°'J JW**)-x h*-»-x h*.»- x ^ ;l//n ,^ h 
S ^V-* ab^B68) ©^fiJc 
0JA1 £P3$KtT2-(2-(2-(2-p- h ;Ux>x,u 7 *x;u**-/)-x h*->)- 

o.io g ^6SEiw<» o.i8 g zmtotixmo mm'sv-hfiv*;* 

-53- 



WO 97/03970 



PCT/JP96/01949 



lSllftOlilCR 7^ ( B *SLC » »W»WLt»|Lfc|, ttttrtC'O 
(B *«^ *£AUc 0 tt»«.t>Atf»i = WKft*ai^i:iattL. 
1,000 r.p. B .T5fl-Ha^t*cii:j:*)|iftv^D7r-v;4jfcj6yi: 0 
*»rcv^D7r-^GTI «« (ft«HTJH) CULT, 245tvOo7° 

fc-f-ZMH ^ CB*8H) K»Lfc. MC, 37T\ 51 C0^#TT16 

Dtftftik-^: DMSO Kjgfptfcfc© 
2)'J*V-A: PC PS DCP CHOL=50 50 10 75 Cnmol) 

PC: 7 * X7 Tf-v?;l/a ij > (7fa 

PS: 7*X7T^^^-tr'J > (7i-3->|a); 

DCP: ytf/P7tX7*^ h (7^3v/jg); 

CHOL: 3l/^fD-;l (v/-?^) 

37^ 5XC0 2 ^#TT^:i6^it«t^O% x ^nn*;l,At/^/-.*-cj| 
**r;U©££*ii, »*WDLtt^«!H*i0MtL*:4*Olk*Tr»tHLfc o 

Wc 0 
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imzmz*m®fc4$!) «fc£%B16RCHfc£!g!)B49) £ lOO mg/Kg B /EE© 



WO 97/03970 



PCT/JP96/01949 



l«H«t?T#KJ:*)JMlL, ^^fn-;K LDL 3|/7fD-A, HDL 
3 1/7td-;K GOT N GPT *»JtL/:. *«B^ft^ttS4»Cfe^Tli»jS» 
iJWRl/T||3UX-fD-;UJc|6JiB»6ntt^ofc3&< % LDL n UX-f D-/U{*fl: 
*«PB16ftWT 35H6TLTfc!K ft*ttB498£in»ti 30W8TLTl*fc o - 

a, hdl ^^XTv-Mt^mit^smmTit^rtih m0±&mu>$ti 

#tt*ME<x S/c, gftfc iaLaUx^n-jUOffiTflUBfcitf HDLnux-fa- 
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if # 0 IE ffl 

1. TECiS: 




(3<K Ylilji££XliTO£*£*L ; 

^mAtin^timr^m^ 7***& 7<j-^ 7 

*7r*-f/U*, 7->;l>7*;^ x;b*-*7i/^ ->7;S, t Ko*-> 
S> Xli- h Dl^fvL ; 

R 3 &tfR 4 li**i*'ft^Ok3tliH\ 7/b*/bg, 7->*«. r;u 

LttftfcK 2~12©7^*U>g, XI41«L<li2«(±07xiU>«L< 

fc£U Y*««JrWC*5, Z^N-R 4 T&D, n=n fro, R 3 £tfR 4 

2. Y;W|m*Xtttt*S?T*0 ;.Z*i«««^ WWHP, XliN-R 4 T&9 ; 
K l MR 2 ifi*ti?titk±iz*m?, »a*f>m^ 7;u*;u«, ^n^xtr* 

*7l/g N 7'J-7Ug, 7Ao*->£ % 7*3 + ->*JM?i;Ufc, X7U7r*>OU 
7v;l,7;;l, *7l"fc-*7Syg, ->7yg, t Ko + >>i, XI*- h 
oST*0 ; R 3 SCFR 4 A<^n^ti3to5:(C7^li^, 7****, Xtt7vJl*T* 
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O ;n RUn li*ft*fttt£K: 1X14 2?**) ; Ltt^JRft 4~11©7;U* U 
XI* 1 £L < 14 2ffi^±©x-x;U S ^^^^ M g^^ t51i ^^ 5 ^ g 

3. YMWS£XltfOMt*T*9 ; Z*«M^^ Xl*N-R 4 ?**) ; 

X**x,u 7 «yg£, fT/i, t Kd + vS, Xl*-ho*T*0 :R 3 £tfR 4 
**tl*ftllDfclC****, Cj_ 4 7***^ XttC w 7*+A**#i^* 
*) :n W* li*ti?W<!o7XlXI4 2?*0 ; L 4~11<DT;U* u 

xi* i £ i < i* 2 ttjsLkox _ 9 ii,**$za£ i m&&tog Lt i 5-8 

4. Y*<*ft^XttWJS^T*D ^tfzK*®^ Any^ c w 7H* 
2* Xl*xhn3£?*9 ;n #1X1*2?*$ ; ifajJcJHRK ^o>f>^ C j 
_ 4 7**;H, wbC^/U*;^ 7x-*S, C^Un*^ c, 

_ 4 7*3 + v*;U^-^ C H 7*+^A7r^*I, C H 7 ****** 

-*7; y« % C H 7;^^xw>-^7-;i, ^7/8, Xlit Kn*->«? 
*») ;■ *<1XI*2?*0 ;R 3 #7R*STK C H 7***», XUC^**** 
**iA*?*0 ; ZMMW^ XI*N-R 4 (R 4 !*****, 0^7* 

XIIC^******^^***) T ^ . LliK^tt 4-1107* 

* i/ xi± i m i < i* 2 ffljK±® x - x *g* # mm&zmft 1 * 
m 5-8 ®T**i,>m^mtizm&?kzmmM%imKm<D<t 

~8 0 7 ** U >3S? * 5 ti Y 4<M*?Tft m*0>M®% 4 1X1*3* 5 
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8. i *<2T*a»*o|gii»79{:E«ofl:#tt 0 

9. TI£©5£: 




R A Df>i^ 7***g, ^ny >{fc7***3, 7>J-*1, 

7*3*^ 7V -***•>£, 7*3*S/**tf-,H£ % rt;^'^,^ 
X*7r**** % 7y;l7;;l, ^^-iPJ;/!, ->7>S, t Ko* 
•>Ss Xti- ; 

K 6 li**S^, 7***3, 7->;Ug x X**-*L 7*3*v*7**'^/l,g v . 
X*7r*^*g, Xtt**><*-f *fc*jj%b ; 

n lil> 2Xli3©gM£*U n *< 2Xli 3 **1-#frfctt* <£ti*'ft 2XI* 3 
Lttiiastt 2~12®7**U>S > Xlil^t<l±2^JBLh©7x^U>^L< 

Qli 5£U tt 6 < ttlHHft®**HtS****^ Xtt3***|jfct 
8 ~l(H@©f L/ < ttlfljftO«^!K«« £^ l ; 

<ttfc«fe©4.5-*7x-*-2- -fS^/U^^-rcttttti,) TvT$tlS< 
10. Y*<Jm^Xtt»SfB^-c*f} ;rW*E*, A D y^ 7***S, 

7*3*->* N 7*3*<>*JMT=.*3 % **A*-f^ % X*7r*-f**, 
7**7 5 y*, X**i*7*y* Xli-hn»T*$ ;R 6 W^, 7 * 
**£, Xtt7 ;n #lXli2T*0 ; L^jffjK 4M1©7**1/ 
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>3S> Xlt 1£L< li2|£|i©i-r;H^^aii»5If^ 

11. Y^XBMIfTtd ;R 5 ^^ A D y> W , C H 7**,i, 

7*+***#ij|* T *«) ;n *1XI*2-C*0 ; LURMI 4M1©7*+U 
>S> Xli 1 £L < 14 2^±®x-r;m*t*^^*«|fi!ct5^^ 

fee 

12. Y4««Ji*XI4WMr^T*») ;R 5 #**SI^ «oy>If, 0^7*** 
C H 7^3*i/», C 1 . 4 7^^>^^;- A | v C,^7**^*^<*-f;p 

XttCj. 4 7;l/*4/*^ J K-;U36-c&») ;n*lXB2T*0; L*<££& 4-11 

©7;u+ u Xtt 1 £1 < 14 2«lH)i-fjn WWittti g tt 

mmv 5-8 ®7**i/>ai^6atfft4»*T*s l |3 JJa ) l6H |S9 W -- E 

14. Y*<*tt^**t»#l=tt, R 5 *****, n D y>j|^ C 1 _ 4 7^+;l/«, 

Xtt-ha*?**) R 6 *^0^T&S«*<D|Sffl^i3g{cE«©{b^feo 

15. L* < l^^<t4 2^±0x-x;^^^^ 1 - 5M ^ 5 

18. »«©«H» 1 JB4i^*i73g©i^ft* 1 JBK^cft^fr fcttSBBk 
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19. $m±m$timmiia®tt *> icwawia?* sm<nmm 1 $^ t 

21. mmm^w • LT^^s^o^aBi^tcisioE^ 

22. ?^*Tu-M&TntiTm^m*<»m%\mzm<»mm® 0 



24. I&MS^^illPjt tTffl^S»^ofS1^19^{:ie*©gmM^ 0 

25. aMftftgAiim* i?m^mmmmmKm(»mm®o 
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This Page is Inserted by IFW Indexing and Scanning 
Operations and is not part of the Official Record 

BEST AVAILABLE IMAGES 

Defective images within this document are accurate representations of the original 
documents submitted by the applicant. 

Defects in the images include but are not limited to the items checked: 

□ BLACK BORDERS 

□ IMAGE CUT OFF AT TOP, BOTTOM OR SIDES 

□ FADED TEXT OR DRAWING 

□ BLURRED OR ILLEGIBLE TEXT OR DRAWING 

□ SKEWED/SLANTED IMAGES 

□ COLOR OR BLACK AND WHITE PHOTOGRAPHS 

□ GRAYSCALE DOCUMENTS 

y£l LINES OR MARKS ON ORIGINAL DOCUMENT 

□ REFERENCE(S) OR EXHIBIT(S) SUBMITTED ARE POOR QUALITY 

□ OTHER: 

IMAGES ARE BEST AVAILABLE COPY. 
As rescanning these documents will not correct the image 
problems checked, please do not report these problems to 
the IFW Image Problem Mailbox. 



